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® Aqueous preparation of arulene sodium sulfonate. 

© ^ 5 oU*„ ^ ccp.ise , 2Ute n, «■« - « ac«»o ln 9 ,o*.m .nd 20 

w/v% or more of a polyhydric alcohol. maintained stably in the preparation for a prolonged 

cavity and/or throat. 
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BACKGROUND OF THE INVENTION 
Field of the Invention: 
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Tine present — relates ,0 m» ^^'Z >~ZZl TSSXZZ 

which can be used easily and hygienically. 

io Discussion of the Background: 

„ . c fnnnd in an extract of the plant camomile (Matricaria Chamomilla L.) which 

drops and the like. . tablets, lozenges, granule, powder, 

Azulene sodium sulfonate is generaHy tem ^^^ l ^^ m ora ily. administered as they are. 
and the like, with an «P^o eye^sj^ «*mj < ^e ^ . & 

tXr^-ZT^l SriI h u e n S sSe d an 9 d easiiy degraded in the agueous so,u«on as 

tim unr: h sr s tSS 

sss rrsya - - 0 r a , ad m ™. — 

the stability of eye drop preparations is not suffiaentty stomatitis and sore 

Reflecting the increased number of patents suffenng from ' ^J^^. there has recent.y 
tnroat, which may ^JZ eZll™ to the oral cavity/throat 

been a growing demand for OTC (over the counter) ° ^ |Q e or disso , vi ng-on-use type preparafons 

i- « p,ocess _e 

and non-hygienic. anilft0u s solution preparation of azulene sodium sulfonate 

Accordingly, there is still a demand for J ^J^^^SISS So far before the present invention, 
suited for the internal administration or the oral ^TSSTSS an aqueous preparation containing 

„ SUMMARY OF THE INVENTION 

Accordingly. I. * one *ie« o. Ihe present Invention Is .0 provide . Coble aqueous solution probation 

the following description. 

PETAjl£p_DjjS^RjPJj ON OF THE INVENTION AN D PREFERRED EMBOmMENTS 
ss usetul in the ptesen, invention include glyoenn *«J^«WJ*oM» 9 V ^ 

^t^r rp^^ * — * s,aoifein9 

for azulene sodium sulfonate. 
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Tte e po„hv*ic a,coho,a a,a con*., in ,he = * 5SZ 

rrs r ^r^rrs^r P ^ — 

sulfonate cannot be maintained stably for a prolonged period of time. as th do not 

.JZX^XZ^^^^^ — • 

preservatives and stabilizers. !rt „o«tinn ran be nreoared by conventional 

The aqueous solution preparation according to the ' n ^^^ a ^^ rte y lJ ^ with a 

methods, for instance, by blending a mixture of < on the concentra- 
buffer. preservative, sterile distilled water, etc. A. though no ^^jTbHSIi 0 02 0.06%. Moreover, the 
tion of azulene sodium sulfonate, it is preferred that ^^^^J^sZie^ adjusted to fall 
pH of the aqueous solution preparation according to the present invention p 

within the range from 7-9. ™ MAn t invention is useful as medicines for 

The thus-obtained aqueous solution preparation of Present ' nv * nt, ° n ^ 5 Q U f the ora| cavity/thro at 
interna, administration, oral cavity/throat application ^^^JZc^sZ designed that one 

is no more required. 
EXAMPLES 

The present invention will now be described more specific^ by way of examples, which however, 
25 should not be construed as limiting the invention thereto. 
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Example 1 . 

(glycerin, sorbitol, xylite! and propyleneg ycol. separated to P^* ^ ther mo-hydrostat under the 
lest solutions was charged in a 15 ml polye h ^^^^^^ sodLn sulfonate was 
conditions of 40 tl-C and 75 t 5 %RH (light J^^^^IS ^ shimazu, UV-240) at the 
measured by an auto-recording ^^°^^TT^cle6 counting the absorbance 
wavelength of 570 nm as time ^^^-^J*^™ shown in Table 1. The data show that the 
measured just preceding the storage as 100% ^^.^r^ wnen compa red to the absence 
addition of polyhydric alcohol gives significantly ^*^3^^ImartaWe stabilizing effect, 
of polyhydric alcohol. Specifically, glycerin ^rted cw« andmg and remar 
indicating that azulene sodium sulfonate should be stable over 3 years wnen 
ambient temperature. 

Table 1 
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Just before storage 


After 2 wks 


After 4 wks 


After 6 wks 


After 8 wks 


Glycerin 


100.0 


100.0 


100.0 


99.2 


98.7 


Sorbitol 


~ 100.0 


" 93.7 


^ 86.7 


82.6 


80.0 


Xylitol 


100.0 


95.9 


90.0 


86.3 


82.2 


Propylene glycol 


100.0 


96.8 


90.6 


85.7 


81.0 


(non addition) 


100.0 


92.6 


85.2 


75.9 


66.7 



„ o.o*% — — . ^ arises* « £££££ 

gly ca,in. ,espe=«»ely, and charged » £^ Th e "LS .a,e «as caicnWed coding 
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a^ce C «. 20% o. 0- M ,es«ua, rates o, on,, S4.SSS and 7,«. redely. 

ST*e stabiliain, activity of glycerin was statistically meaningful. 

Table 2 
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Exposure to the sunlight 






0 hr 


1 hr 


2hrs 


3 hrs 


4 hrs 


Glycerin 0% 


100.0 


81.2 


72.1 


64.5 


54.8 


Glycerin 20% 


100.0 


91.3 


84.3 


78.9 


72.4 


Glycerin 40% 


100.0 


94.8 


91.4 


87.4 


83.0 


Glycerin 60% 


100.0 


97.5 


96.5 


93.7 


90.9 


Glycerin 80% 


100.0 


97.7 


97.0 


95.7 


94.2 



. x- sAA*r\ lA/ith n% 20% 40%, 60% and 80% of 
(3) Aqueous 0.02% azu.ene sodium su«onate solutons ^^I'^Znmons as 6esc«*e6 

Ucerin. respectively, were stored in a ^J^^X^Z^^^ * eeks - As 3 reSU,t 

in (1) to study changes in the res.dual rate as tone jn Tab|e 3 . poetically, it is 

concentration of glycerin f^^^^J^!^^^ <«* of over 90% * ar 12 
advisable that azPlene sod.urn J^^J^TSS temperature). From this standard, it is 
^^^SS^^ to b e added is 20 % in a practical use. 

Table 3 
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Example 2. 
Formulation: 
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Azulene sodium sulfonate 
Glycerin 

Sodium hydrogencarbonate 

Sodium sorbate 

Flavor 



0.02 g 
25 
0.2 
0.1 

suitable amount 



lo ^ro^^ 

55 SeptHltraLn. the solution was charged in an air-tight conta.ner. 
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Example 3. 
Formulation: 
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Azulene sodium sulfonate 
Glycerin 
Sodium citrate 
Ethanol (95%) 
L-menthol 




,s aseU filtration, the solution was charged in an air-tight con,a.ner. 
Example 4. 



Formulation: 
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Azulene sodium sulfonate 

Glycerin 

Boric Acid 

Borax 

Paraoxypropyl benzoate 
Paraoxymethyl benzoate 




aseptic ^filtration, the solution was charged in an air-tight conta,ne, 



35 



Example 5. 



Formulation: 
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Azulene sodium sulfonate 

Sorbitol 

Boric acid 

Borax 

Ethylenediamine tetraacetate 
Sodium thiosulfate 




and throat. . . thpt H aim<? an d/or in the accompanying drawings 



55 may 



forms thereof. 
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Claims 

, An adueoos soMion p,apa,«n coarse, — . s*na K - a. ,*e ^edien. an, 

20 w/v% or more of a polyhydric alcohol. 
, Tna p,apa,a«cn as denned In C,a, m 1. »ha,ain M ***** „coho, , sa.ac.ad «n M 9-P 

consisting of glycerin, glycols and sugaralcohols. 
3 The preparation as defined in Claim 1 . wherein the polyhydric alcohol is glycerin. 

e. A mtfhrf » « «*a„nan, o, »,.. cav, W « Mt «-*h aompnaaa appWng « praparanon ». a*. ■ 
to the affected part. 
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© Aqueous solution preparations which comprise 
azulene sodium sulfonate as an active ingredient and 
20 w/v% or more of a polyhydric alcohol. 

The active ingredient, azulene sodium sulfonate, 
is maintained stably in the preparation for a pro- 
longed period of time. Moreover, the preparation is 



highly safe and suited for the easy and hygienic use 
for treating oral cavity and/or throat. 
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